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spectrometer (Agilent Technologies, Santa Clara, USA). Blood samples were collected from volunteers.
Synthesis:
Synthesis of the binding motif Lys-urea-Glu ((OtBu)KuE(OtBu) 2 
):
The synthesis of the carboxyl-protected Lys-urea-Glu binding motif (2) was synthesized as previously described by solution phase synthesis [3] .
Synthesis of the peptidic scaffold:
DOTAGA-iodo-D-Tyr-D-Phe-D-Lys-OH (DOTAGA-y(3-I)fk) (3) was synthesized through solid phase strategy as previously described [2, 3] . Fmoc-L-Asu-OBzl (5): tBu-deprotection of 4 was performed with a mixture (v/v) of 95% TFA and 5% dichloromethane (DCM) at RT for 45 min. After evaporation of the solvent, the crude product 5 was purified using preparative RP-HPLC (60% to 80% B in 15 min): t R = 9.3 min; K' = 8. Synthesis of the PfpOH-activated thioglycosides: The synthesis of the PfpOH-activated thioglycosidederivatives of galactose (11), mannose (12) and cellobiose (13) was achieved as previously published [4] [5] [6] .
Synthesis of the Fmoc-L-Asu((OtBu
)
DOTAGA-y(3-
Coupling of the PSMA precursor with the thioglycosides, deacteylation and purification: A similar procedure was applied for the synthesis of the final carbohydrated compounds PSMA Galactose (14), PSMA Mannose (15) and PSMA Cellubiose (16): 9 (3.0 mg, 2.0 µmol, 1.0 eq.) and either 10 (3.6 mg, 6.0 µmol, 3.0 eq.), 11 (3.6 mg, 6.0 µmol, 3.0 eq.) or 12 (5.3 mg, 6.0 µmol, 3.0 eq.) were dissolved in dry DMF. After addition of DIPEA (1.0 µL, 6.0 µmol, 3.0 eq.), the solution was stirred overnight at RT.
The crude solutions were precipitated in ice-cold diethyl ether, centrifuged and the supernatant removed. Deacetylation was accomplished by dissolving the PSMA inhibitors in methanol (MeOH)
containing KCN (0.5 eq.) and each solution was again stirred overnight at RT [7] . The final products 
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In vitro experiments
Affinity and internalization experiments were conducted as previously described [3, 11] Determination of IC 50 : After removal of the culture medium, the cells were treated once with 500 µL of Yamazaki et al. [12] . 
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